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AB ":mpds. I and a process for their synthesis are claimed [wherein; Rl - 

c:2H, ester, j"H20-, 0:3C3H, sulfonate ester or CPfO) '. CH ) 2 or esters 
thereof; R2-5 = H, SH, 0-, hale, ester, amide, ( substituted ) aryl , 
neterocyclyl , etc.; R, Rt, R9 = H, hale, CN, (halo)alkyl, N02, 
O-aryl/alkyl or R, R£ taken together form (un)satd. fun; substituted C4 



to 
HC1 



?.7, ?8 = OH, CE3, H , CC2H, NC2, ; C ) a i ky 1 / a r yl , halo, cyarx, 
isutstitutei/guanidmc /ami dm imida zol :n- 2 - y 2 , N- 

ar 1 ;::r.c;^.:r:h:::r.e/p:j:er;d;r.e', etc.; X includes 0; Xl-4 = C :r N ; R22 = 

:: CH; 2 - I, 5, CH2 , N-, H;CI2H., H,0H2CH;, etc.; with the proviso that 
at least 2 if Xl-4 ■= 0 and when any of Xl-4 = N the corresponding 
surstituent does net exist;. Data for over 4 2 synthetic examples is 
crtvided. Ihe process claimed involves a selective acylation of an ammo 
group- and is exemplified by tne synthesis of II. 3-Acetoxy-2- 
chl c rocarbor.y Lnap nthal ene was prepd. from the corresponding carboxylic 
acid and coupled, m the presence of N, N- dime thylacet amide (or other 
selected ace t ami aes ) , to N- ( 5 - ammopyr idin-2 -yl ) guamdine hydrochloride 

■:ive the acetoxy deriv. of II. The acetoxy deriv. was treated with 1M 



for 2 h tc provide II, isolated as the HC1 salt. Compds . of the 
invent ion 

are inhibitors of serine proteases, urokinase (uPA), factcr Xa ( FXa ) 
and/cr factor Vila (FVIIa). Guamdine II had Ki = 0.326 . mu . M for 
urokinase and Ki = 130 .mu.M for FXa. Compds. I are anticancer agents 
and/cr anticoagulants and alsc used for the treatment or prevention of 
thromboembolic disorders m mammals. 
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